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olpKo oxyocid om»de{») of olpho aminoocid omide(s) 
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p- Ucum cpdt. of formula (I) ire new: 

(Ar s heteroaromatic gp. or tubttd. 
phenyl of formula p-Y-C*H 4 -; 
Y = F. OH or protected OH; 
K = alkyl. aryl or hete roaromatic gp; 
X = amino, axido. benzyloxy or OH; 
provided that when X = axido. Ar it not p-f luorophenyi). 

USE /ADVANTAGE 

5) on cieavage of the Lactam ring can be converted into 
a- hydroxy acid amide* or o-amino acid amide t. e .g . trvptD- 
poaa. tyrotine or p-f luorophenylaLanine amidet. p- Fluor d- 
pheayUUnine amide it uteful at a growth regulator for 
animalt; other amino acid amidet can be converted into 
physiologically active tubttancet. 

preparation 


8(7-01). 1 


lit ttep V / 

Ar.CH=N-R ♦ XCH,COY > ! ] 

(li) (in) 0 < ( ... 


?. nd itep 
> 


N 


X- Ar 


(X* = benxyloxy ^r arido; 
X n = OH or amino; 
2 = halogen or OH ; 

provided that when X' = axido. Ar it not p - Muor ophe ny 1) 
ltt ttep: The reaction it conducted in a tolvent. e.g. PhH. 
PhMe. THF. CH l Cl 1 . in pretence of a tertiary amine, e.g. 
Et,N. Pr,N. BujN. pyridine. N -methy lp^ipe r idinc . N-methyl- 
pyrrolidlne. 1 ,8-di-axabicyclo Q> A .Oj- 7 - undece ne . at i 
temp, of -78 to 100 # C. 

2nd ttep: The reaction it achieved by hydrogenoly 1 1 1 with 
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catalytt, e.g. Pd black, Pd-C, in a tolvent. e.g. MeOH, 
EtOH, CHxCl,. CHCl,. PhH. PhMe. THF. MeCN. DMF , at 
from room temp, to 150 # C, prcf. 50-100 *C. 

EX AMPLE 

"To a toLn. of 4.00 g 2 -furylmethylideneaniline and 3.07 g 
EtjN in 50 ml PhH wat dropwite added tlowly a toln. of 
5.61 g benxyloxyacetyl chloride in 50 ml PhH under ice 
cooling, and th<s mixt. wai tlowly warmed up to room temp., 
ttirred for 15 hrt.. then wathed with water, dried on MgSO« 
*nd evapd. in vacuo to give 7.64 g yellow tolid. Thit was 
chromatographed on a column of tilica gel (Wako gel C-200) 
and eluted with n-hexane -EtOAc (9 : 1) to give cit-l-phenyl 
3-benxylaxy-4-(2 , -furyl)a»etidin-2-ooe at white cryttalt. 
m.pt. 100-101 "C, and the t rant -itome r. at white cryttalt. 
m.pt. 115.5 - 117'C.(9ppW52). 
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Atetldlnone cpdt. oi formula (I) are ne*: 
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(Ar » aromatic gp.; 
R ! = H. alkyl or aryl; 
R* = alkyl or a ryl ; 

X = amino, acylamiuo. -rido. benryloxy or OH). 
USE /AD VANTAGE 
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Ar-CH«N-CHR ! -COOR* ♦ X*CH 2 COY 
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(I) on cTeTvage of the a t etidlnone ring can be converted 
into phytiologically active dipeptidet . 

PREPARATION 
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COOR : 


(X' = benxyloxy or arido; 
X" » OH or air ino ; 
X" « acylamino; 
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